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AB Title compds. I [Rl = OH, formamide, (un) substituted amine, etc.; X and Y 
independently = CH, CF or N; Q = (un) substituted heterocyclyl , heteroaryl, 
aryl, etc.], and their pharmaceutical ly acceptable salts, were prepared and 
disclosed as having antimicrobial activity. Thus, e.g., II was prepared by 
reduction of the corresponding oxopiperidine derivative (preparation given) . 

Several 

microbial assays are described, e.g., selected I displayed antibacterial 

activity for Staphylococcus aureus ATCC 25923 equal to 0.5 to ^ 8 

mg/mL. Thus, the present invention provides novel oxazolidinone derivs., 

processes for making compds. as well as antimicrobial pharmaceutical 

compns . containing said derivs. as active ingredients and methods of treating 

microbial infections with the said derivs. 
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IT 95-14-7, lH-Benzotriazole 98-88-4, Benzoyl chloride 107-19-7, 

Propargyl alcohol 108-00-9, N, N- Dimethyl ethylene diamine 288-32-4, 
Imidazole, reactions 288-36-8, 1H- 1 , 2 , 3 -Triazole '288-88-0, 
lH-l,2,4-Triazole 288-94-8, lH-Tetrazole 501-53-1 541-41-3, Ethyl 
chlorof ormate 623-47-2, Ethyl propiolate 683-57-8, Bromoacet amide 
698-63-5, reactions 1759-53-1, Cyclopropanecarboxylic acid 3250-74-6 
4076-36-2, 5 -Methyl -lH-tetrazole 4418-61-5, 5-Aminotetrazole 
4554-16-9, 2, 3 -Dibromopropionitrile 5777-20-8, 3 -Hydroxyisoxazole 
10365-98-7, 3-Methoxyphenylboronic acid 10400-19-8, Nicotinyl chloride 
13183-79-4, 5-Mercapto-l-methyltetrazole 14389-12-9 16681-77-9, 
N-Methyltetrazole 16687-60-8, 5- (4-Nitrophenyl) tetrazole 18039-42-4, 
5-Phenyltetrazole 18755-49-2 , 1H-1, 2 , 3 -Triazole-5 -carbonitrile 
21871-47-6 24854-43-1 36855-39-7 66907-69-5, 5-Diethylamino-lH- 

67026-01-1 72866-60-5, 1 -Chloroethylisocyanate 87199-15-3 
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AB The present invention provides agents having antimicrobial activity for 

preventing and treating infectious diseases. Thus, the present invention 
provides novel substituted piperidino phenyloxazolidinone derivs. (shown 
as I; variables defined below; e.g. (S) -N- [ [3- [4- (4-cyanomethyl-4- 
hydroxypiperidin-l-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide (shown as II)), processes for making compds. as well 
as antimicrobial compns . containing said derivs. as active ingredients and 
methods of treating bacterial infections with the said derivs. MIC 

(ug/mL) and/or ED50 (mg/kg) values are tabulated for 5 types of 
bacteria. For I: m = 0-1 and n = 1-3; X = -CN, -OH, or halogen; Y = H 

(with the proviso that when Y is H, X is OH, F or CN) , (un) substituted 
C1-C6 alkyl, C3-C6 cycloalkyl, C2-C6 alkenyl, C2-C6 alkynyl, aryl, 
heterocyclylamino, heterocyclylcarbonyl , cyano, halogen, (un) substituted 
amino, (un) substituted hydrazino; or X and Y together form a 3-membered 
carbocyclic ring or heterocyclic ring containing a hetero atom = O or S or 
and Y together form an (un) substituted, (un) saturated 3 to 7 membered 
heterocyclic ring having 1-4 hetero atoms = N, O, S or includes the S atom 
of groups like sulfinyl or sulfonyl as a part of heterocyclic ring or X 
and Y together form O: . A, B = H, C1-C6 alkyl, or halogen; R2, R3 = H or 
halogen. R4 = C1-C6 alkylsulf onyloxy , alkylsulf onyloxyacetamido, 
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(un) substituted aminosulf onyloxy , alkyloxysulf onyloxy , arylsulf onyloxy , 
(un) substituted amino, azido, aminonitrilo, isocyanato, formamido, 
N-hydroxyformamido, substituted C1-C6 alkanoyloxy, (un) substituted C1-C6 
alkylamido, (un) substituted C1-C6 alkylthiocarbonylamido, C1-C6 
alkylsulfonamido; substituted arylsulf onamido, (un) substituted 
alkylcarbamato, (un) substituted ureido, (un) substituted five to six 
membered heterocyclyl ring, (un) substituted five to six membered 
heteroaryl ring, (un) substituted heteroaryloxy , (un) substituted 
heteroarylamino, or mercapto substituted by C1-C6 alkyl group; addnl . 
details including provisos are given in the claims. Methods of preparation are 
claimed and .apprx.180 example prepns . are included. For example, 51 % II 
was prepared by reacting (S) -N- [ [3- [4- (l-oxa-6-azaspiro [2.5] octan-6-yl) -3- . 
fluorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide with KCN in MeOH/DMF 
(1:5) at 25° for 14 h. 
IT 371195-28-7P 648920-76-7P, [ [ (R) -3- [4- (4 -Oxo-3 -f luoropiperidin-l-yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] methanesulf onate 
648921-06-6P, (S) -N- [ [3- [4- ( 6 , 6-Dimethyl-l , 4 -dioxa-8 -azaspiro [4 . 5] decan-8 - 
yl) -3 -fluorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 648921-25-9P, 
(R) - [ [3- [4- (4-0xopiperidin-l-yl) -3 - fluorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] methanesulf onate 853795-07-0P, (S) -N- [ [3- [4- (4-Methyl-4- 
hydroxypiperidin-l-yl) -3 -fluorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-09-2P, (S) -N- [ [3 - [4 - (4 -Fluoro-4 - 
cyanomethylpiperidin-l-yl) -3 -fluorophenyl] -2 -oxooxazolidin- 5- 
yl]methyl] ethanamide 853795-11-6P, (S) -N- [ [3- [4- (4 -Cyanomethyl-4 - 
hydroxypiperidin-l-yl) -3 -fluorophenyl] -2-oxooxazolidin-5- 
yl]methyl] ethanamide 853795- 15- OP, (S) -N- [ [3- [4- (4-Fluoro-4- 
azidomethylpiperidin-l-yl) -3 - fluorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795- 19-4P, (S) -N- [ [3- [4- (4-Fluoro-4- 
aminomethylpiperidin-l-yl) -3 -fluorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-25-2P, (S) -N- [ [3- [4- [4- [ (N,N- 
Dimethylamino) methyl] -4 -hydroxypiperidin-l-yl] -3 -fluorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-26-3P, (S) -N- [ [3- [4- (4- 
Fluoro-4-hydroxymethylpiperidin-l-yl) -3 -fluorophenyl] - 2 -oxooxazolidin- 5 - 
yl] methyl] ethanamide 853795-27 -4P, (S) -N- [ [3- [4- (l-Oxa-6- 
azaspiro [2 . 5] octan- 6 -yl) -3 -fluorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-29-6P, (S) -N- [ [3- [4- [4 -Hydroxy-4- 
(methoxymethyl) piperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] ethanamide 853795 -31-0P, (S) -N- [ [3- [4- (4 -Ethoxymethyl -4 - 
hydroxypiperidin-l-yl) -3 -fluorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 853795-37-6P, (S) -N- [ [3- [4- (4-Cyano-4- 
hydroxypiperidin-l-yl) -3 -fluorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853 795 -4 6 -7P, (S) -N- [ [3- [4- [4- (Piperazinomethyl) -4- 

hydroxypiperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853795 -49-0P, (S) -N- [ [3- [4 - (4 -Hydroxy-4 - 

hydroxymethylpiperidin- 1-yl ) - 3 - fluorophenyl] -2 -oxooxazolidin- 5 - 

yl]methyl] ethanamide 853795-60 -5P, (R) - [ [3- [4- (l-Oxa-6- 

azaspiro [2 . 5] octan- 6 -yl) -3 -fluorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] 

methanesulfonate 853795-63-8P, (S) -N- [ [3- [4- [4- (Phenylamino) -4- 

cyanopiperidin-l-yl] -3 -fluorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853795-64 -9P, (S) -N- [ [3- [4- [4- (2 -Cyanophenylamino) - 
4-cyanopiperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853795 -65-0P, (S) -N- [ [3- [4- [4- (4 -Cyanophenylamino) - 
4-cyanopiperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin-5- 

yl]methyl] ethanamide 853795-66-1P, (S) -N- [ [3- [4- [4- (3 -Nitrophenyl amino) - 
4 r cyanopiperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853795-67-2P, (S) -N- [ [3- [4- [4- (4 -Nitrophenylamino) - 

4- cyanopiperidin-l-yl] -3 -fluorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] ethanamide 853795-68-3P, (S) -N- [ [3- [4- [4- (2,3,4- 
Trif luorophenylamino) -4-cyanopiperidin-l-yl] -3 - fluorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-71- 8P, (S) -N- [ [3- [4- [4- 
(Pyridin-3-ylamiho) -4-cyanopiperidin-l-yl] -3 - fluorophenyl] -2 -oxooxazolidin- 

5- yl] methyl] ethanamide 853795-72-9P, (S) -N- [ [3- [4- [4- (2,4- 
Dif luorophenylamino) -4-cyanopiperidin-l-yl] -3 - fluorophenyl] -2- 
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oxooxazolidin-5-yl] methyl] ethanamide 853795-73-0P, (S) -N- [ [3- [4- [4- (2- 
Methoxyphenylamino) -4 -cyanopiperidin-l-yl] -3-f luorophenyl] -2 -oxooxazolidin- 

5- yl] methyl] ethanamide 853795-75-2P, (S) -N- [ [3- [4- [4- [ (4- 
Methoxycarbonylphenyl) amino] -4 -cyanopiperidin-l-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-83 -2P, 

(S) -N- [ [3- [4- [4- (1, 1-Dicyanomethyl) -4 -cyanopiperidin-l-yl] -3 - f luorophenyl] - 
2-oxooxazolidin-5-yl] methyl] ethanamide 853795-88-7P, 

N-[[(S)-3-[4-[4-[l- (Pyridin-3-yl) -1-cyanomethyl] -4 -cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853795-96-7P, 
(S) -N- [ [3- [4- [4- (2-Aminocarbonylhydrazino) -4 -cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853796-18-6P, 
N- [ [ (S) -3- [4- (l-Cyano-6-azaspiro [2 . 5] octan-6-yl) -3-f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853796-26-6P, (S) -N- [ [3- [4- (1-Thia- 

6- azaspiro [2.5] octan-6-yl) -3 - f luorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] ethanamide 853796-28-8P, (S) -N- [ [3- [4- (l-Oxa-7- 
azaspiro [3.5] nonan-7-yl) -3-f luorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853796-30-2P, (S) -N- [ [3- [4 - (4 , 8 -Diaza-1- 
thiaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853796 -40 -4P, (S) -N- [ [3- [4- < 8 -Aza- 1- thia-4 - 
oxaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] ethanamide 853796- 98 -2P 853 797- 09 -8P 8537 97 - 17- 8P, 
(<S) -N- [ [3- [4- (l-Oxa-4-thia-9-azaspiro [5 . 5] undecan-9-yl) -3 - f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(drug candidate; preparation of 3- (4-piperidinophenyl) oxazolidinones having 
antibacterial activity with improved in vivo efficacy) 
IT 172967 -22 -5P, (S) -N- [ [3- [4- ( 4 , 8 -Diaza- 1-oxaspiro [4 . 5] decan- 8 -yl ) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 252280-03-8P, 
(R) -3- [ [3- [4- (1, 4-Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl]methoxy] isoxazole 64 8920 -53 -OP, (S) -N- [ [3- [4- (1,4- 
Dioxa-8-azaspiro [4 . 5] decan- 8 -yl) phenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 648920-98-3P, N- [ [ (S) -3- [4- (6-Methyl-l, 4-dioxa-8- 
azaspiro [4.5] decan- 8 -yl) -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 648921-04 -4P, (R) - [ [3- [4- ( 6 , 6-Dimethyl-l , 4 -dioxa-8 - 
azaspiro [4.5] decan- 8 -yl) -3-f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] 
methanesulfonate 648921-38-4P, (R) - [ [3- [4- (4 -Oxopiperidin-l-yl) -3- 
f iuorophenyl] -2-oxooxazolidin-5-yl] methyl] alcohol 853795-05-8P, 
(S) -N- [ [3- [4- (4-Fluoro-4-methylpiperidin-l-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-13 -8P, (S) -N- [ [3- [4- [4- 
Fluoro-4- [ (aminocarbonyl) methyl] piperidin-l-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-17-2P, (S) -N- [ [3- [4- [4- 
Fluoro-4- [ [ ( methyl sulfonyl) oxy] methyl] piperidin-l-yl] -3-f luorophenyl] -2- 
oxooxazolidin- 5 -yl] methyl] ethanamide 853795-21-8P, (S) -N- [ [3- [4- [4- 
Fluoro-4- [ (N-acetylamino) methyl] piperidin-l-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795 -23-0P, (S) -N- [ [3- [4- [4- 
Fluoro-4- [ [ (methylsulfonyl) amino] methyl] piperidin-l-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-24 - IP, (S) -N- [ [3- [4- [4- 
Fluoro-4- [ (N, N- dime thy lamino) methyl] piperidin- l^yl] -3-f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-28 -5P, (S) -N- [ [3- [4- [4- 
Fluoro-4- (methoxymethyl) piperidin-l-yl] -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-30 -9P, (S) -N- [ [3- [4- [4-Fluoro-4- 
(ethoxymethyl) piperidin-l-yl] -3 - f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-32-1P, (S) -N- [ [3- [4- (4-Fluoro-4- 
f luoromethylpiper idin- 1 -yl ) - 3 - f luorophenyl ] - 2 - oxooxazolidin- 5 - 
yl] methyl] ethanamide 853 795-33 -2P, (S) -N- [ [3- [4- (4 -Fluoro-4 - 
chloromethylpiperidin-l-yl) -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853795-34-3P, (S) -N- [ [3- [4- (4-Fluoro-4- 
iodomethylpiperidin-l-yl) -3 - f luorophenyl] - 2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853795-35-4P, (S) -N- [ [3- [4- (4 , 4 -Dif luoropiperidin-1- 
yl) -3-f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795 -36-5P, 
(S) -N- [ [3- [4- [4- (2-Propyn-l-yl) -4 -hydroxypiperidin- 1-yl] -3-f luorophenyl] -2- 
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oxooxazolidin-5-yl] methyl] ethanamide 853795-38-7P, 
(S) -N- [ [3- [4- (4-Cyanomethyl-4-hydroxypiperidin-l-yl)phenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-40-1P 

853795-41-2P, (S) -N- [ [3- [4- { 4 -Aminocarbonyl -4 -hydroxypiperidin- 1-yl ) -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853795-42-3P, 
(S) -N- [ [3- [4- [4- [ (Aminocarbonyl) methyl] -4 -hydroxypiperidin- 1-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853795-43-4P, 
(S) -N- [ [3- [4- (4-Azidomethyl-4-hydroxypiperidin-l-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795 -44 -5P, (S) -N- [ [3- [4- (4- 
Nitromethyl-4 -hydroxypiperidin- 1-yl ) -3 - f luorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] ethanamide 853795-45-6P, (S) -N- [ [3- [4- [4- ( 1-Imidazolylmethyl) - 
4 -hydroxypiperidin- 1-yl] -3 -f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 853795-47-8P, (S) -N- [ [3- [4- [4- [1- 
( Morphol ino ) methyl ] - 4 - hydroxypiperidin- 1 -y 1 ] - 3 - f luorophenyl ] - 2 - 
oxooxazolidin-5-yl] methyl] ethanamide 853795-48-9P, (S) -N- [ [3 - [4 - [4 - (4 , 4 - 
Dimethylpiperazinomethyl) -4 -hydroxypiperidin- 1-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide iodide 8537 95-50-3P, 
(S) -N- t [3- [4- [4 -Ethynyl -4 -hydroxypiperidin- 1-yl] -3 -f luorophenyl] -2- 
oxooxazolidin- 5 -yl] methyl] ethanamide 853795-51-4P, cis-N- [ [ (S) -3- [4- (4- 
Tr i f luoromethy 1 - 3 -methyl - 4 -hydroxypiperidin- 1 -yl ) - 3 - f luorophenyl ] - 2 - 
oxooxazolidin- 5 -yl] methyl] ethanamide 853795 -52 -5P, trans-N- [ [ (S) -3- [4- (4- 
Tr i f luoromethy 1 - 3 -methyl - 4 -hydroxypiperidin- 1 -yl ) - 3 - f luorophenyl ] - 2 - 
oxooxazolidin-5-yl] methyl] ethanamide 853795-53-6P, N- [ [ (S) -3- [4- (4- 
Tr i f luoromethyl - 3 -methyl - 4 - hydroxypiperidin- 1 -yl ) - 3 - f luorophenyl ] - 2 - 
oxooxazolidin-5-yl] methyl] ethanamide 853795 -54 -7P, N- [ [(S) -3- [4- (3,3,4- 
Trimethyl- 4 -hydroxypiperidin- 1-yl ) -3 - f luorophenyl] -2 -oxooxazolidin- 5 - 
yl] methyl] ethanamide 853795-55-8P, N- [ [ (S) -3- [4- (4 -Cyano-3 , 3 -dimethyl-4 - 
hydroxypiperidin- 1-yl) -3 - f luorophenyl] -2 -oxooxazolidin- 5 - 
yl] methyl] ethanamide 853795 -56- 9P, (S) -N- [ [3- [4- (4 -Azidomethyl-4 - 
hydroxypiperidin- 1-yl) -3 -f luorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] methane sulfonamide 853795-58-1P, (R) - [ [3- [4- [4 - ( Prop-2 -en-1- 
yl) -4-hydroxypiperidin-l-yl] -3 -f luorophenyl] -2-oxooxazolidin-5-yl] methyl] 
methanesulfonate 853795-59-2P, (R) - [ [3- [4- (4 -Hydroxymethyl-4 - 
hydroxypiperidin- 1-yl ) - 3 - f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] 
methanesulfonate 853795-61-6P, (R) - [ [3- [4- [4- (3 -Hydroxy- 1-propyn- 1-yl) -4- 
hydroxypiperidin- 1-yl] - 3 - f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] 
methanesulfonate 853795-62-7P, (S) -N- [ [3- [4- (4 -Amino-4 -cyanopiperidin- 1- 
yl) -3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-69-4P, 
(S) -N- [ [3- [4- [4- (3-Aminophenylamino) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-.70-7P, 
(S) -N- [ [3- [4- [4- (2-Mercaptophenylamino) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-74- IP, 
(S) -N- [ [3- [4- [4- (4-Methoxyphenylamino) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-76-3P, 
N- [ [ (S) -3- [4- [4- (4 -Nitrophenylamino) -3 -methyl -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-77-4P, 
N- [ [ (S) -3- [4- [4- (4 -Nitrophenylamino) -3 , 3 -dimethyl-4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853795 -78 -5P, 
N- [ [ (S) -3- [4- [4- (2 , 3 , 4-Trif luorophenylamino) -3 , 3 -dimethyl-4 -cyanop iperidin- 
1-yl] -3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 
853795-79-6P, N- [ [ (S) -3- [4- [4- ( 2 -Methoxyphenylamino) -3 , 3 -dimethyl-4 - 
cyanopiperidin- 1-yl] -3 -f luorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853795-80-9P, N- [ [ (S) -3- [4- [4- (Pyridin-3-ylamino) - 
3 , 3 -dimethyl-4 -cyanopiperidin- 1-yl] -3 - f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 853795-81-0P, (S) -N- [ [3- [4- [4- 
[ ( Phenyl sulfonyl) amino] -4 -cyanopiperidin- 1-yl] -3 - f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-82- IP, 

(S) -N- [ [3- [4- { 4 -Cyanomethyl -4 -cyanopiperidin- 1-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-85-4P, 

N- [ [ (S) -3- [4- [4- (1-Phenyl-l -cyanomethyl) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] - 2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-87-6P 
, N-[[(S)-3-[4-[4- (l-Carboxy 1 ! -cyanomethyl) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853795-89-8P 
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/ N- [ [ (S) -3- [4- [4- (1-Ethoxycarbonyl-l-cyanomethyl) -4-cyanopiperidin-l-yl] - 
3-f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanamide 
853795-90-1P, N- [ [ (S) -3- [4- [4- [1- (Morpholin-4 -ylcarbonyl ) -1- 
cyanomethyl] -4 -cyanopiperidin-l-yl] -3 - f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 853795-91-2P, (S) -N- [ [3- [4- [4- [2- (4- 
Methoxyphenylcarbonyl) hydrazino] -4 -cyanopiperidin- 1-yl] -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853795-92-3P, (S) -N- [ [3- [4- [4- [2- 
( Furan- 2 -ylcarbonyl ) hydrazino] - 4 - cyanopiperidin- 1 -yl] - 3 - f luorophenyl] - 2 - 
oxooxazolidin- 5 -yl] methyl] ethanamide, 853795 -93 -4P, (S) -N- [ [3- [4- [4- [2- 
(Thiophen-2 -ylcarbonyl) hydrazino] -4 -cyanopiperidin- 1-yl] -3-f luorophenyl] -2 
oxooxa zol idin - 5 - y 1 ] methyl ] ethanamide 853795-94-5P, 

(S) -N- [ [3- [4- [4- [2- (Pyridin- 3 -ylcarbonyl) hydrazino] -4 -cyanopiperidin- 1-yl] 

3-f luorophenyl ] - 2 - oxooxa zol idin- 5 - y 1 ] methyl ] ethanamide 853795-95-6P, 

(S) -N- [ [3- [4- [4- [2- (Benzothiophen- 3 -ylcarbonyl) hydrazino] -4 -cyanopiperidin 

1- yl] -3-f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanamide 

853795- 97-8P, (S) -N- [ [3- [4- [4- (2 -Acetylhydrazino) -4 -cyanopiperidin-l-yl] -3 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853795-98-9P, 

(S) -N- [ [3- [4- [4- (2-Methoxycarbonylhydrazino) -4 -cyanopiperidin- 1-yi] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853795-99-0P, 
(S) -N- [ [3- [4- [4- (2-Methylsulfonylhydrazino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853796-00 -6P, 
(S) -N- [ [3- [4- [4- [2- ( 4 -Methylphenylsulf onyl) hydrazino] -4-cyanopiperidin-l- 
yl] -3-f luorophenyl] - 2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853796-01-7P, 
(S) -N- [ [3- [4- [4- [2- (Aminothiocarbonyl) hydrazino] -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanamide* 853796-02-8P 
, (S) -N- [ [3- [4- [4- (1, 1-Dicyanomethyl) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 8537 96-03 -9P, 
(S)-N- [[3- [4- [4- [ (4-Methoxycarbonylphenyl) amino] -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanethioamide 853796-04 -0P r 
(S) -N- [ [3- [4- [4- [ (Ethoxycarbonyl) amino] -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanethioamide 853796-06-2P, 
(S) -N- [ [3- [4- [4- (Phenylamino) -4-cyanopiperidin-l-yl] -3-f luorophenyl] -2- 
oxooxazolidin- 5 -y 1 ] methyl ] ethanethioamide 853796-07-3P, 
(S) -N- [ [3- [4- [4- (2-Cyanophenylamino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl ] - 2 - oxooxazol idin- 5 -y 1 ] methyl ] ethanethioamide 853796-08-4P, 
(S) -N- [ [3- [4- [4- (4-Cyanophenylamino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanethioamide 853796-09-5P, 
(S) -N- [ [3- [4- [4- (2,3,4-Trifluorophenylamino) -4 -cyanopiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanethioamide 853796-10-8P, 
(S) -N- [ [3- [4- [4- (2-Methoxyphenylamino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 853796-11-9P, 
(S) -N- [ [3- [4- [4- (2 , 4-Dif luorophenyl ami no) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanethioamide 853796-12-0P, 
(S) -N- [ [3- [4- [4- (3-Nitrophenylamino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanethioamide 853796-13 - IP, 
(S) -N- [ [3- [4- [4- (4-Nitrophenylamino) -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 8537 96-14 -2P, 
(S) -N- [ [3- [4- [4- [2- (Aminothiocarbonyl) hydrazino] -4-cyanopiperidin-l-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 853796-15-3P, 
(S) -N- [ [3- [4- [4- ( Pyridin- 3 -ylamino) -4-cyanopiperidin-l-yl] -3-f luorophenyl] 

2 - oxooxazolidin-5 -yl] methyl] ethanethioamide 853796- 16 -4P, 

N- [ [ (S) -3- [4- [4- [1- (Pyridin- 3 -yl) - 1-cyanomethyl] -4-cyanopiperidin-l-yl] -3- 

f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanethioamide 853796-17-5P, 

N- [ [ (S) -3- [4- (l-Cyano-6-azaspiro [2 . 5] octan-6-yl)phenyl] -2 -oxooxazolidin-5- 

yl] methyl] ethanamide 853796-19-7P, N- [ [ (S) -3- [4- ( (1R) -l-Cyano-6- 

azaspiro [2 . 5] octan-6-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796 -20 -OP, N- [ [ (S) -3- [4- ( (IS) -l-Cyano-6- 

azaspiro [2 . 5] octan-6-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796-22 -2P, (S) -N- [ [3- [4- ( 1 , 1-Dicyano- 6- 

azaspiro [2 . 5] octan- 6 -yl ) phenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 

8537 96- 23 -3P, (S) -N- [ [3- [4- ( 1 , 1 -Dicyano- 6 -azaspiro [2.5] octan- 6 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853796-24-4P, 

N- [ [ (S) -3- [4- (l-Carboethoxy-6-azaspiro [2 . 5] octan-6-yl) -3 -f luorophenyl] -2- 
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oxooxazolidin-5-yl] methyl] ethanamide 853796-25-5P, N- [ [ (S) -3- [4- (2- 

Carboethoxy-l-oxa-6-azaspiro [2 . 5] octan-6-yl) -3-f luorophenyl] -2- 

oxooxazolidin-5-yl] methyl] ethanamide 853796-27 -7P, N- [ [ (S) -3- [4- (1-Oxo-l- 

thia-6-azaspiro [2 . 5] octan-6-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796-29-9P, (S) -N- [ [3- [4- (l-Thia-7- 

azaspiro [3 . 5] nonan-7-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 - 

yl] methyl] ethanamide 853796-31-3P, N- [ [ (S) -3- [4- ( l-0xo-4 , 8 -diaza- 1- 

thiaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796-32-4P 853796-33-5P, N- [ [ (S) -3- [4- (2-Methyl- 

1, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796-34 -6P, N- [ [ (S) -3- [4- [2- (N-Acetylaminomethyl ) - 

1, 4 -dioxa-8-azaspiro [4 . 5] decan-8-yl] -3 - f luorophenyl] -2-oxooxazolidin-5- 

yl] methyl] ethanamide 853796-36-8P, N- [ [ (S) -3- [4- [2- 

[ [ (Methylsulf onyl) amino] methyl] -1,4 -dioxa-8-azaspiro [4.5] decan-8-yl] -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853796-37-9P, 
N- [ [ (S) -3-.[4- [2- [ [ ( Me thy lsulfony Doxy] methyl] -1, 4-dioxa-8- 
azaspiro [4 . 5] decan-8-yl] -3-f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] ethanamide 8537 96 -42- 6P, N- [ [ (S) -3- [3-Fluoro-4- ( l-oxo-8 -aza-l- 
thia-4 -oxaspiro [4.5] decan- 8 -yl) phenyl] -2 -oxooxazolidin-5 - 

yl] methyl] ethanamide 853796-45-9P, (S) -N- [ [3- [4- (1, l-Dioxo-8-aza-l-thia- 
4 -oxaspiro [4 . 5] decan- 8 -yl) -3-f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 853796-46-0P, [ [ (R) -3- [4- (2-Methyl-l, 4 -dioxa-8 - 
azaspiro [4.5] decan- 8 -yl) -3 - f luorophenyl] -2-oxooxazolidin-5-yl] methyl] 
methanesulfonate 853796 -48 -2P # (S) -N- [ [3- [4 - (2 -Oxo-l-oxa-3 , 8 - 
diazaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853796-50 -6P, (S) -N- [ [3- [4- (3 -Methyl -2 -oxo-l-oxa- 
3 , 8-diazaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853796-51-7P, (S) -N- [ [3- [4- ( 1 , 3 -Dioxa-8 - 
azaspiro [4 . 5] decan- 8 -yl) phenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 
8537 96 -55 -IP, (S) -N- [ [3- [4- (1, 3 -Dioxa-8 -azaspiro [4.5] decan- 8 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853796 -57 -3P, 
N- [ [ (S) -3- [4- (4 -Methyl -4, 8 -diaza-l-thiaspiro [4 . 5] decan- 8 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853796 -59-5P, 
N- [ [ (S) -3- [4- (2-Methyl-l, 3 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 Tyl] methyl] ethanamide 853796-60-8P, 
(S) -N- [ [3- [4- (2,2-Dimethyl-l / 3-dioxa-8-azaspiro[4.5]decan-8-yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853796-61-9P, 
(S) -N- [ [3- [4- (l-Oxa-3-thia-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin- 5 -yl] methyl] ethanamide 853796-63 -IP, (R) - [ [3- [4- (1, 3-Dioxa- 
8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] . 
methanesulfonate 853796-65-3P, (S) -N- [ [3- [4- ( 1 , 4 -Dioxa-8 - 
azaspiro [4 . 5] decan-8-yl) -3 , 5 -dif luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853796-70-0P, N- [ [ (S) -3- [4- ( 6-Fluoro-l , 4 -dioxa-8 - 
azaspiro [4 . 5] decan- 8 -yl ) phenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 
853796-72-2P, N- [ [ (S) -3- [4- (6-Fluoro-l, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) - 
3-f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853796-74 -4P, 
N- [ [ (S) -3- [4- (6-Methyl-l, 4 -dioxa-8 -azaspiro [4 . 5] decan- 8 -yl) phenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853796-79-9P, (S) -N- [ [3- [4- (1,4- 
Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl]methyl] -2 , 2 -dichloroethanamide 853796-81-3P, (S) -N- [ [3- [4- (6,6- 
Dimethyl-1, 4 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] -2 , 2 -dichloroethanamide 853796-84 -6P, 
(S) -N- [ [3- [4- (1, 4 -Dioxa-8 ^azaspiro [4.5] decan- 8 -yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] -N-acetylethanamide 853796 -86-8P, 
N- [ [ (R) -3- [4- (6-Fluoro-l, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] methanesulf onamide 
853796-90-4P, (S) -N- [ [3- [4- ( 1 , 4 -Dioxa-8 -azaspiro [4 . 5] decan-8 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 853796 -93 -7P, 
(S) -N- [ [3- [4- (6, 6 -Dimethyl- 1, 4 -dioxa-8 -azaspiro [4.5] decan- 8 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanethioamide 853796- 95 -9P, 
Methyl (S) -N- [ [3- [4- (1, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] - 
2-oxooxazolidin-5-yl] methyl] carbonate 853796-96-0P 853796-97-1P, 
(R) - [ [3- [4- (1, 4 -Dioxa-8 -azaspiro [4 . 5] decan-8 -yl) phenyl] -2 -oxooxazolidin-5 - 
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yl] methyl] methanesulf onate 853797-00- 9P, [ [ (R) -3- [4- (6-Fluoro-l, 4-dioxa 
8-azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2-oxooxazolidin-5-yl] methyl] 
methanesulf onate 853797-03-2P, S- [ [ (R) -3- [4- (6, 6 -Dimethyl- 1 , 4 -dioxa-8 - 
azaspiro [4 . 5] decan-8 -yl )' -3 - f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] 
thioacetate 853797 - 04 -3P, (S) -1- [ [3- [4- ( 1 , 4 -Dioxa-8 -azaspiro [4 . 5] decan-8 
yl) -3-f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] -4 -carboethoxy- 1 , 2 , 3 - 
triazole 853797-05-4P, S- [ [ (R) -3- [4- ( 1 , 4 -Dioxa-8 -azaspiro [4 . 5] decan-8 - 
yl) -3-f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] thioacetate 
853797- 06 -5P, (S) -1- [ [3 -'[4- ( 1, 4 -Dioxa- 8 -azaspiro [4.5] decan-8-yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] -4 -aminocarbonyl- 1 , 2 , 3-triazole 
853797-08-7P, (S) -1- [ [3- [4- ( 1 , 4 -Dioxa- 8 -azaspiro [4 . 5] decan- 8 -yl ) -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] -4-cyano-l, 2 , 3-triazole 
853797-10-1P, (S) -1- [ [3- [4- ( 1 , 4 -Dioxa- 8 -azaspiro [4 . 5] decan- 8 -yl ) -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] -5 -carboethoxy- 1, 2 , 3-triazole 
853797 -11-2P, (S) -1- [ [3- [4- ( 1 , 4 -Dioxa-8 -azaspiro [4.5] decan-8 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] -5-aminocarbonyl-l, 2 , 3-triazole 
853797-12-3P, (S) -1- [ [3- [4- ( 1, 4 -Dioxa- 8 -azaspiro [4 . 5] decan-8-yl) -3- 
f luorophenyl] -2-oxooxazolidin-5-yl] methyl] -5-cyano-l, 2 , 3-triazole 
8537 97- 13 -4P, (S) -N- [ [3- [4- ( 2 , 4 -Dioxa- 9 -azaspiro [5 . 5] undecan- 9 -yl ) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853797 -14 -5P, 
(S) -N- [ [3- [4- (4 -Methyl- l-oxa-4 , 9-diazaspiro [5.5] undecan- 9 -yl) -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853797-16-7P, 
(S) -N- [ [3- [4- (1, 4-Dioxa-9-azaspiro [5 . 5] undecan-9-yl) -3-f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853797- 18 -9P, N- [ [ (S) -3- [4 - (4-0xo-l 
oxa-4-thia-9-azaspiro [5 . 5] undecan-9-yl) -3 - f luorophenyl] -2-oxooxazolidin-5- 
yl]methyl] ethanamide 853797-19-0P, (S) -N- [ [3- [4- ( 1 , 6-Dioxa- 10- 
azaspiro [6.5] dodecan- 10-yl ) -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853797-21-4P 
S) -N- [ [3- [4- (1, 4-Dioxa-10-azaspiro [6 . 5] dodecan- 10 -yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853797-22-5P, (S) -N- [ [3- [4- (l-Oxa-5 
thia-lO^-azaspiro [6 . 5] dodecan- 10-yl) -3 -f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide . 853797-23-6P, (S) -N- [ [3- [4- ( 1 , 5-Dithia- 10 - 
azaspiro [6 . 5] dodecan- 10-yl) -3-f luorophenyl] -2-oxooxazolidin-5- 
yl]methyl] ethanamide 853797 -24 -7P, N- [ [ (S) -3- [4- ( 1-Oxo- 1 , 5-dithia-10- 
azaspiro [6.5] dodecan- 10-yl) -3-f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853797-25-8P, (R) - [ [3- [4- (4 -Oxopiperidin- 1-yl) -3,5- 
dif luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] methanesulf onate 
853797-26-9P, [ [ (R) -3- [4- (4 -Oxo-3 - f luoropiperidin- 1-yl ) -3,5- 
dif luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] methanesulf onate 
853797-28-1P, (R) - [ [3- [4- (4 -Hydroxypiperidin- 1 -yl ) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] methanesulf onate 853797-29-2P, 
(R) - [ [3- [4- (4 -Hydroxypiperidin- 1-yl) -3 , 5 -dif luorophenyl] -2 -oxooxazolidin-5 
yl] methyl] methanesulf onate 853797-30-5P, [ [ (R) -3- [4- (4-Hydroxy-3- 
f luoropiperidin- 1-yl) -3-f luorophenyl] -2 -oxooxazolidin-5-yl] methyl] 
methanesulf onate 853797-31-6P, [ [ (R) -3- [4- (4 -Hydroxy-3-f luoropiperidin- 1 
yl) -3 , 5 -dif luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] methanesulf onate 
853797-32-7P, (S) -N- [ [3- [4- [4- [ (Cyclopropylamino) methyl] -4- 
hydroxypiperidin-l-yl] -3-f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] ethanamide 853797-33-8P, (S) -N- [ [3- [4- (4 -Methoxymethyl-4 - 
hydroxypiperidin- 1-yl) phenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 
853797-34-9P, (S) -N- [ [3- [4- ( 4 -Azidomethyl -4 -hydroxypiperidin- 1 -yl ) phenyl] - 
2 - oxooxazol idin- 5 -y 1 ] methyl ] ethanamide 853797-35-0P, 

(S) -N- [ [3- [4- [4- [ [ (Me thy lsulfonyl ) oxy] methyl] -4 -hydroxypiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 8537 97 -36- IP, 

(R) - [ [3- [4- [4- [ [ ( Methyl sulfonyl) oxy] methyl] -4 - f luoropiperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] methanesulf onate 
853797-39-4P, (S) -N- [ [3- [4- (4 -Hydroxypiperidin- 1-yl) phenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853797-40-7P, N- [ [ (S) -3- [4- (4- 
Hydroxy- 3 , 3 -dimethylpiperidin- 1 -yl ) - 3 - f luorophenyl] - 2 -oxooxazolidin- 5 - 
yl] methyl] ethanamide 853797-41-8P, (S) -N- [ [3- [4- (4 -Azidomethyl -4 - 
hydroxypiperidin- 1-yl) -3 , 5-dif luorophenyl] -2 -oxooxazolidin- 5- 
yl] methyl] ethanamide 853797-43-0P, N- [ [ (S) -3 - [4 - [4 - ( 1- 

Ethoxycarbonyl-l-cyanomethyl) -4 -cyanopiperidin- 1-yl] -3 - f luorophenyl] -2- 
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oxooxazolidin-5-yl] methyl] ethanethioamide 853797 -44 - IP, 
(S) -3- [ [3- [4- (1, 4 -Dioxa- 8 -azaspiro [4.5] decan-8-yl) -3-f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] isoxazole 853797-45-2P, (R) -1- [ [3-'[4- (1,4- 
Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2-oxooxazolidin-5- 
yl] methyl] -4 -cyano- 1 , 2 , 3 - triazole 853797-46-3P, (R) -1- [ [3- [4- (1,4-Dioxa- 
8-azaspiro [4.5] decan-8-yl) -3-f luorophenyl] -2-oxooxazolidin-5-yl] methyl] -5- 
carboethoxy-1, 2, 3 -triazole 853797 -47-4P, (R) -1- [ [3- [4- ( 1 , 4 -Dioxa- 8 - 
azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] -5- 
aminocarbonyl-1, 2, 3-triazole 853797 -48-5P, (R) -1- [ [3- [4- (1, 4-Dioxa-8- 
azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] -5- 
cyano-1, 2, 3-triazole 853 797 -4 9 -6P, (S) -N- [ [3 - [4 - ( 1 , 5 -Dioxa- 10 - 
azaspiro [6 . 5] dodecan-10-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 853920-11-3P, [ [ (R) -3- [4- (2-Methyl-6-f luoro-1, 4- 
dioxa-8-azaspiro [4 . 5] decan-8-yl) -3-f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] methanesulf onate 853920-12-4P, N- [ [ (S) -3- [4- (2-Methyl-6- 
f luoro-1, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin- 5 -yl] methyl] ethanamide 853920-13 -5P, [ [ (R) -3- [4- (2, 6- 
Dimethyl-1, 4-dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] methanesulf onate 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of 3- (4-piperidinophenyl) oxazolidinones having 
antibacterial activity with improved in vivo efficacy) 
IT 57-55-6, 2, 3 -Propanediol, reactions 62-53-3, Aniline, reactions 

77-76-9, 2 , 2-Dimethoxypropane 90-04-0, 2 - Me thoxy aniline 98-10-2, 
Benzenesulfonamide 99-09-2 , 3 -Nitroaniline 100-01-6, 4-Nitroaniline, 
reactions 104-94-9, 4 -Methoxyaniline 105-53-3, Diethyl malonate 
105-56-6, (Ethoxycarbonyl) acetonitrile 108-45-2 , 3-Aminoaniline, 
reactions 109-77-3, Malononitrile 109-80-8, 1, 3 -Propanedithiol 

110- 85-0, Piperazine, reactions 110-91-8, Morpholine, reactions 

111- 42-2, Diethanolamine, reactions 137-07-5, 2 -Mercaptoaniline 
140-29-4, Phenylacetonitrile 288-32-4, Imidazole, reactions 367-25-9, 
2,4-Difluoroaniline 369-34-6, 3 , 4 -Dif luoronitrobenzene 372-09-8, 
Cyanoacetic acid 462-08-8, 3 -Aminopyridine 504-63-2, 1 , 3 -Propanediol 
553-53-7, 3 -Pyridinecarboxylic hydrazide 619-45-4, 4- 

Me thoxy carbonylani line 623-47-2, Ethyl propiolate 765-30-0, 
Cyclopropylamine 867-13-0 873-74-5, 4 -Cyanoaniline 1576-35-8, 
(4-Methylphenylsulfonyl) hydrazine 173.0-25-2, Allylmagnesium bromide 
1885-29-6, 2 -Cyanoaniline 2361-27-5, 2-Thiophenecarboxylic hydrazide 
3290-99-1, 4-Methoxybenzoic hydrazide 3326-71-4, 2 -Furancarboxylic 
hydrazide 3862-73-5, 2,3 , 4 -Trif luoroaniline 453 0-20-5, 
N- (tert-Butyloxycarbonyl) glycine 5777-20-8, 3 -Hydroxy isoxazole 
6117-80-2 6443-85-2, Pyridin- 3 -ylacetonitrile 6542-60-5, 
Cyclopropylacetonitrile 15029-32-0 , (Morpholin-4 -ylcarbonyl ) acetonitrile 
19721-22-3, 3-Mercaptopropan-l-ol 35570-01-5 60456-26-0, 
(R) - (-) -Glycidyl butyrate 78676-34-3, 3 -Benzothiophenecarboxylic 
hydrazide 172966-53-9, (S) -N- [ [3- [3-Fluoro-4- (4-oxopiperidin-l- 
yDphenyl] -2 -oxooxazolidin-5-yl] methyl] ethanamide 172966-59-5, 
(S) -N- [ [3- [4- (1, 4-Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 172967-24-7, (R) - [ [3- [4- (1,4-Dioxa- 
8 -azaspiro [4.5] decan-8-yl) -3-f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] 
alcohol 648920-49-4, (R) - [ [3- [4- (4 -Oxopiperidin-l-yl) phenyl] -2- 
oxooxazolidin-5-yl] methyl] alcohol 648920-54-1, (S) -N- [ [3- [4- (4- 
Oxopiperidin-l-yl) phenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 
648920-68-7 , N- [ [ ( S ) - 3 - [4 - ( 4 , 4 -Dimethoxy- 3 - f luoropiperidin- 1 -yl ) phenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 648920-75-6, [ [ (R) -3- [4- (4,4- 
Dimethoxy-3 -f luoropiperidin- 1-yl) -3 - f luorophenyl] -2 -oxooxazolidin-5 - 
yl]methyl] methanesulf onate 648920-80-3, N- [ [(S) -3- [4- (4 , 4 -Dimethoxy- 3- 
f luoropiperidin- 1-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] ethanamide 648920-99-4, N- [ [ (S) -3- [3-Fluoro-4- (4-oxo-3- 
methylpiperidin- 1-yl) phenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 
64 8 921-07-7, (S) -N- [ [3- [3-Fluoro-4- (4 -oxo-3 , 3 -dimethylpiperidin- 1 - 
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y 1 ) phenyl ] - 2 - oxooxazolidin- 5 -y 1 ] methyl ] ethanamide 853794-97-5, 
(S) - [ [3- [4- (6, 6 -Dimethyl- 1, 4 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3- 

f luorophenyl] - 2 -oxooxazolidin- 5 -yl] methyl] azide 853794-99-7, 

(S) - [ [3- [4- (1, 4-Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 

oxooxazolidin-5-yl] methyl] azide 853795-39-8, (S) -N- [ [3 - [4 - (l-Oxa-6- 

azaspiro [2 . 5] octan- 6 -yl) phenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 

853795- 57-0, (S) -N- [ [3- [4- (4 -Oxopiperidin- 1-yl ) -3 - f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] methanesulf onamide 853795-84-3, 

(S) -N- [3- [4- [4- (1, l-Dicyanomethylidene)piperidin-l-yl] -3 -f luorophenyl] -2- 
oxo-1, 3-oxazolidin-5-yl] ethanamide 8537 95-86-5, (S) -N- [3- [4- (4- 
Oxopiperidin-l-yl) -3 -f luorophenyl] -2-oxo-l, 3 -oxazolidin-5-yl] ethanamide 

853796- 05-1, (S) -N- [ [3- [4- [4- [ (Ethoxycarbonyl ) amino] -4 -cyanopiperidin- 1- 
yl] -3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853796-35-7, 
N- [ [ (S) -3- [4- ( 2 -Aminomethyl-1, 4 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3- 

f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 853796-38-0, 

N- [ [ (S) -3- [4- ( 2 -Hydroxymethyl-1, 4 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3- 

f luorophenyl] -2-oxooxazolidin-5-yl] methyl] ethanamide 853796-53-9, 

(S) -N- [ [3- [4- (4 -Hydroxy -4 -hydroxymethylpiperidin- 1-yl) phenyl] -2- 

oxooxazolidin-5-yl] methyl] ethanamide 853796-67-5, (S) -N- [ [3- [4- (4- 

Oxopiperidin-l-yl) -3 , 5 -dif luorophenyl] -2 -oxooxazolidin- 5- 

yl] methyl] ethanamide 853796-88-0, [ [ (S) -3- [4- (6-Fluoro-l, 4-dioxa-8- 

azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2-oxooxazolidin-5-yl] methyl] amine 

853796- 99-3, (R) - [3- [4- { 1 , 4 -Dioxa- 8 -azaspiro [4 . 5] decan- 8 -yl ) -3,5- 
dif luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl alcohol 853797-01-0, 
[ (R) -3- [4- ( 6 -Fluoro-1, 4 -dioxa- 8 -azaspiro [4.5] decan- 8 -yl) -3,5- 

dif luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl alcohol 853797-02-1, 
(R) - [3- [4- (6 , 6 -Dimethyl- 1, 4 -dioxa- 8 -azaspiro [4.5] decan- 8 -yl) -3,5- 
dif luorophenyl] -2 -oxooxazolidin-5-yl] methyl alcohol 853797-07-6, 
(R) -1- [ [3- [4- (1, 4-Dioxa-8-azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] -4 -carboethoxy-1 , 2 , 3-triazole 853797-15-6, 
(S) -N- [ [3- [4- (l-Oxa-4 , 9-diazaspiro [5 . 5] undecan-9-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 8537 97-27-0, [ [ (R) -3 - [4 - (4 , 4 - 
Dimethoxy-3-f luoropiperidin-l-yl) -3 , 5 -dif luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] methanesulf onate 853797-37-2, (R) - [ [3- [4- (4-Hydroxymethyl-4- 
f luoropiperidin-l-yl) -3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] 
methanesulf onate 8537 97-38-3, [ [ (R) -3- [4- (4 -Oxo-3 -methylpiperidin- 1-yl ) - 
3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] methanesulf onate 

853797- 42-9, (S) -N- [ [3- [4- ( l-Oxa-6-azaspiro [2 . 5] octan-6-yl) -3,5- 
dif luorophenyl] -2 -oxooxazolidin-5-yl] methyl] ethanamide 

RL: RCT (React ant) ; RACT (Reactant or reagent) 

(preparation of 3- (4-piperidinophenyl) oxazolidinones having antibacterial 
activity with improved in vivo efficacy) 
IT 172 967 -26 -9P, (S) - [ [3- [4- ( 1 , 4 -Dioxa- 8 -azaspiro [4 . 5] decan- 8 -yl ) -3- 
f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] amine 596136-34-4P, 
(S) -N- [ [3- [4- (4-Cyanomethylidenepiperidin-l-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 64 8909-88-0P, 

(S) -N- [ [3- [4- (4 -Cyanomethylidenepiperidin-l-yl) phenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 648919-89-5P, (S) -N- [ [3- [4- [4- (1,1- 
Dicyanomethylidene)piperidin-l-yl] -3 -f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 648920-50-7P, (R) - [ [3- [4- (4 -Oxopiperidin- 1- 
yl) phenyl] -2 -oxooxazolidin- 5 -yl] methyl] methanesulf onate 648 920-69-8P, 
N- [ [ (S) -3- [4- (4-Oxo-3-f luoropiperidin-l-yl) phenyl] -2-oxooxazolidin-5- 
yl] methyl] ethanamide 648920-81-4P, N- [ [ (S) -3- [4- (4 -Oxo-3 -f luoropiperidin- 
l-yl) -3 -f luorophenyl] -2 -oxooxazolidin- 5 -yl] methyl] ethanamide 
685570-77-8P, (S) -N- [ [3- [4- [4- ( 1 -Carboethoxymethylidene) piperidin- 1-yl] -3- 
f luorophenyl] -2 -oxooxazolidin-5 -yl] methyl] ethanamide 853794-82-8P 
, (S) -N- [ [3- [4- [4- (1, 1-Dicyanomethylidene) piperidin- 1-yl] phenyl] -2- 
oxooxazolidin-5-yl] methyl] ethanamide 853794-95-3P, (S) - [ [3- [4- (6, 6- 
Dimethyl-1, 4 -dioxa-8 -azaspiro [4 . 5] decan-8-yl) -3 -f luorophenyl] -2- 
oxooxazolidin-5-yl] methyl] amine 853797-20-3P, (S) -N- [ [3- [4- (1, 6-Dioxa-10- 
azaspiro [6.5] dodec-3-en-10-yl) -3 - f luorophenyl] -2 -oxooxazolidin-5 - 
yl] methyl] ethanamide 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
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(Reactant or reagent) 

(preparation of 3 - (4 -piperidinophenyl) oxazolidinones having antibacterial 
activity with improved in vivo efficacy) 
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. AB 3- [4- (3-Methylidenepiperidin-l-yl or 4 -methyl idenepyrrolidin-l-yl) phenyl] - 
2 -oxazolidinone compds . represented by formula (I) or pharmaceutical ly 
acceptable salt thereof (Rl and R2 independently represent H, cyano, 
alkyl, halogen, acetoxy, ethoxycarbonyl , hydroxy, hydroxy imino, 
methoxyimino, aminoethyl, or a unsatd. 5-membered heterocyclic substituent 
containing one or more hetero atoms selected from the group consisting of 0, 
and S; n represents an integer 1 or 2), showing superior antimicrobial 
activities against gram-.pos . germs including resistant strains such as 
methicillin-resistant staphylococcus aureus and vancomycin- resistant 
enterococcus, are prepared Also disclosed is a preparation method thereof. 
These compds. showing superior antimicrobial activities against gram-pos . 
germs including resistant strains such as methicillin-resistant 
staphylococcus aureus and vancomycin- resistant enterococcus. For 
example, N- [ [ (5S) -3- [3-f luoro-4- [4- ( cyanome thy li dene) piperidin-1- . 
yl]phenyl] -2 -oxo-5-oxazolidinyl] methyl] thioacetamide showed min. 
inhibitory concentration of 0.5 jag/mL against vancomycin- resistant 
Staphylococcus pyogenes C6487 vs. 2 and >32 ng/mL for linezolid and 
vancomy c in , r e sp . 

IT 596136-34-4P, N- [ [ (5S) -3- [3-Fluoro-4- (4 -cyanomethylidenepiperidin- 
l-yl)phenyl] -2 -oxo-5-oxazolidinyl] methyl] acetamide 685570 -84 -7P, 
N- [ [ (5S) -3- [3-Fluoro-4- [4- ( 2 -oxoethylidene) piperidin-1 -yl] phenyl] -2-oxo-5- 
oxazolidinyl] methyl] acetamide 685570-92-7P 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
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(Preparation); RACT (Reactant or reagent); USES (Uses) 

(intermediate; preparation of 3 - [4- (3-methylidenepiperidin-l-yl or 
4 -methylidenepyrrolidin-l-yl) phenyl] -2 -oxazolidinone derivs . as 
antimicrobial agents) 
IT 685570-69-8P, N- [ [ (5S) -3- [3-Fluoro-4- [4- ( l-cyano-4 - 

hydroxybutylidene)piperidin-l-yl] phenyl] -2 -oxo-5 - 

oxazolidinyl] methyl] acetamide 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 
(preparation of 3- [4- (3-methylidenepiperidin-l-yl or 

4 -methylidenepyrrolidin- 
l-yl) phenyl] -2 -oxazolidinone derivs. as antimicrobial agents) 

IT 596136-10-6P, N- [ [ (5S) -3- [3-Fluoro-4- [3- (dicyanomethylidene) pyrrolidin-l- 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 596136-11-7P 
596136-12-8P 596136-13-9P 648919-28-2P, N- [ [ (5S) -3 - [3 -Fluoro-4 - 
[4- (cyanomethylidene) piperidin-l-yl] phenyl] -2-oxo-5- 
oxazolidinyl] methyl] thioacetamide 64 8919-57-7P, 

N- [ [ (5S) -3- [3 -Fluoro-4- [4- ( 1-cyanoethylidene) piperidin-l-yl] phenyl] -2-oxo- 
5 -oxazolidinyl] methyl] acetamide 648919-89-5P, 

N- [ [ (5S) -3- [3-Fluoro-4- [4- (dicyanomethylidene) piperidin- 1-yl] phenyl] -2-oxo 
5 -oxazolidinyl] methyl] acetamide 648919- 97 -5P, 

N- [ [ (5S) -3- [3 -Fluoro-4- [4- ( 1-ethoxycarbonyl- 1-cyanome thy lidene) piperidin- 1 
yl]phenyl] -2 -oxo-5 -oxazolidinyl]methyl] acetamide 685570-67-6P 
685570-68-7P, N- [ [ (5S) -3- [3-Fluoro-4- [4- [l-cyano-2- 
(ethoxycarbonyl) ethylidene] piperidin-l-yl] phenyl] -2-oxo-5- 
oxazolidinyl] methyl] acetamide 685570-70- IP, N- [ [ (5S) -3- [3-Fluoro- 
4- [4- [l-cyano-4- (methanesulf onyloxy) butylidene] piperidin-l-yl] phenyl] -2- 
oxo-5-oxazolidinyl] methyl] acetamide 685570-73 -4P, 

N- [ [ (5S) -3- [3 -Fluoro-4- [4- ( l-cyano-4 -aminobuty lidene) piperidin- 1- 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] thioacetamide 685570-74-5P, 
N- [ [ (5S) -3- [3-Fluoro-4- [4- [ [3 - ( thiophen-2 -yl) -5- 
isoxazolyl] methylidene] piperidin-l-yl] phenyl] -2-oxo-5- 

oxazolidinyl] methyl] acetamide ' 685570-76-7P, N- [ [ ( 5S ) -3 - [3 -Fluoro-4 - [4 - [4 
[3- (3-methylisothiazol-4-yl) isoxazol-5-yl] methylidene] piperidin-l- 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 68557 0-77-8P, 
N- [ [ (5S) -3- [3-Fluoro-4- [4- [ (ethoxycarbonyl) methylidene] piperidin-l- 
yl] phenyl] -2 -oxo-5-oxazolidinyl] methyl] acetamide 685570-78-9P, 
N- [ [ (5S) -3- [3 -Fluoro-4- [4- (methylcarbonylmethylidene) piperidin-l- 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 685570-79-0P, 
N- [ [ (5S) -3- [3-Fluoro-4- [4- [1- (ethoxycarbonyl) ethylidene] piperidin-l- 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 685570-80-3P, 
N- [ [ (5S) -3- [3-Fluoro-4- (4 -carboxymethylidenepiperidin- 1-yl) phenyl] -2 -oxo-5 
oxazolidinyl] methyl] acetamide 685570-82-5P, N- [ [(5S) -3- [3-Fluoro-4- [4- [1 
chloro-1- (ethoxycarbonyl) methylidene] piperidin-l-yl] phenyl] -2 -oxo-5 - 
oxazolidinyl] methyl] acetamide 685570-88-1P 685570-89-2P 685570-90-5P 
685570-91-6P 685570-93-8P 685570-94-9P 685570-95-0P 685570- 96- IP, 
N- [ [ (5S) -3- [3-Fludro-4- [3- (dicyanomethylidene) pyrrol idin- 1-yl] phenyl] -2- 
oxo- 5 -oxazolidinyl] methyl] acetamide hydrochloride 685570-97-2P 

685570- 98-3P 685570-99-4P 685571 - 00 - OP, 

N- [ [ (5S) -3- [3-Fluoro-4- [4- [l-cyano-2- (ethoxycarbonyl) ethylidene] piperidin- 
l-yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide hydrochloride 

685571- 01-1P, N- [ [ (5S) -3- [3-Fluoro-4- [4- ( 1-ethoxycarbonyl- 1- 
cyanomethylidene) piperidin-l-yl] phenyl] - 2 -oxo-5 - 
oxazolidinyl] methyl] acetamide hydrochloride 685571-02 -2P, 

N- [ [ (5S) -3- [3-Fluoro-4- (4-cyanomethylidenepiperidin-l-yl)phenyl] -2-oxo-5- 

oxazolidinyl] methyl] acetamide hydrochloride 685571-03 -3P, 

N- [ [ (5S) -3- [3-Fluoro-4- [4- [ [3- (thiophen-2 -yl) -5- 

isoxazolyl] methylidene] piperidin-l-yl] phenyl] -2-oxo-5- 

oxazolidinyl] methyl] acetamide hydrochloride 685571-04-4P, 

N- [ [ (5S) -3- [3-Fluoro-4- [4- [4- [3- ( 3 -methylisothiazol -4 -yl ) isoxazol - 5 - 

yl] methylidene] piperidin-l-yl] phenyl] -2 -oxo-5 - 

oxazolidinyl] methyl] acetamide hydrochloride 685571-05-5P, 
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N- [ [ (5S) -3- [3-Fluoro-4- [4- [ (ethoxycarbonyl) methylidene] piperidin- 1- 
yl]phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide hydrochloride 
685571-06-6P, N- [ [ (5S) -3- [3-Fluoro-4- [4- [ ( methyl carbonyl ) methylidene] piper 
idin-l-yl] phenyl] -2 -oxo-5-oxazolidinyl] methyl] acetamide hydrochloride 
685571-07-7P, N- [ [ (5S) -3- [3-Fluoro-4- [4- [1- ( ethoxycarbonyl ) ethyl idene] pipe 
ridin-l-yl] phenyl] -2 -oxo-5-oxazolidinyl] methyl] acetamide hydrochloride 
685571-08-8P, N- [ [ (5S) -3- [3-Fluoro-4- (4 -carboxymethylidenepiperidin- 1- 
yl) phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide hydrochloride 
685571-09-9P, N- [ [ (5S) -3- [3-Fluoro-4- [4- [1-chloro-l- 
( ethoxycarbonyl) methylidene] piperidin-l-yl] phenyl] -2-oxo-5- 
oxazolidinyl] methyl] acetamide hydrochloride 685571-10 -2P, 

N- [ [ (5S) -3- [3-Fluoro-4- [4- ( 1 - cyanoe thy 1 idene) piperidin-l-yl] phenyl] -2-oxo- 
5 -oxazolidinyl] methyl] acetamide hydrochloride 685571-11-3P, 
N- [ [ (5S) -3- [3-Fluoro-4- [4- ( 2 - oxoe thy 1 idene ) piperidin-l-yl] phenyl] -2-oxo-5- 
oxazolidinyl] methyl] acetamide hydrochloride 685571- 12 -4P 685571- 13 -5P 
685571-14-6P 685571-15-7P 685571-16-8P 685571-17-9P 685571-18-0P 
685571-19-1P 685571-20-4P, N- [ [ ( 5S ) - 3 - [3 -Fluoro-4 - [4 - 
( cyanome thy 1 idene) piperidin-l-yl] phenyl] -2 -oxo- 5- 
oxazolidinyl] methyl] thioacetamide hydrochloride 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

-(preparation of 3- [4- (3-methylidenepiperidin-l-yl or 
4 -methylidenepyrrolidin- 

1-yl) phenyl] -2 -oxazolidinone derivs . as antimicrobial agents) 
IT 685570-71-2P, N- [ [ (5S) -3 - [3 -Fluoro-4 - [4 - ( l-cyano-4 - 
azidobutyl idene) piperidin-l-yl] phenyl] -2 -oxo- 5- 
oxazolidinyl] methyl] acetamide 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(reactant; preparation of 3 - [4 - (3 -methylidenepiperidin-l-yl or 
4 -methylidenepyrrolidin-l-yl) phenyl] -2 -oxazolidinone derivs. as 
antimicrobial agents) 
IT 75-36-5, Acetyl chloride 79-04-9, Chloroacetyl chloride 79-36-7, 

Dichloroacetyl chloride 105-56-6, Ethyl cyanoacetate 106-95-6, Allyl 
bromide, reactions 109-77-3, Malononitrile 124-63-0, Methanesulf onyl 
chloride 593-56-6, Methoxyamine hydrochloride 867-13-0, Triethyl 
phosphonoace t at e 1067-71-6, Diethyl 2 - oxopropy lphosphona t e 2537-48-6, 
Diethyl cyanomethylphosphonate 3095-95-2, Diethylphosphonoacetic acid 
5470-11-1, Hydroxylamine hydrochloride 7071-12-7 10123-62-3, Diethyl 
(2 -cyanoe thy 1) phosphonate 19766-89-3, Sodium 2 -ethylhexanoate 
132424-98-7 172966-53-9, N- [ [ (5S) -3- [3-Fluoro-4- ( 4 -oxopiperidin- 1 - 
yDphenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 596136-40-2, Diethyl 
[ [3- (3-methylisothiazol-4-yl) -5 -isoxazolyl] methyl] phosphonate 
685570-66-5, N- [ [3- [3-Fluoro-4- ( 3 -oxopyrrolidin- 1-yl ) phenyl] -2- 
oxooxazolidin-5-yl] methyl] acetamide 685570-72-3 685570-75-6, 
Diethyl [3- ( 2 -thiophenyl) -5 -isoxazolylme thy 1] phosphonate 685570-81-4, 
N- [ [ (5S) -3- [3 -Fluoro-4- [4- [ (allyloxy carbonyl ) methylidene] piperidin- 1 - 
yl] phenyl] -2 -oxo- 5 -oxazolidinyl] methyl] acetamide 685570-83-6 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(reactant; preparation of 3 - [4 -( 3 -methylidenepiperidin-l-yl or 
4 -methylidenepyrrolidin-l-yl) phenyl] -2 -oxazolidinone derivs. as 
antimicrobial agents) 
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A B R2 O 




R3 I 
F O 




AB Title compds. I [wherein Rl = H, (un) substituted (cyclo) alkyl , 

(un) substituted alkanoyl, arylmercapto, heterocyclylthiocarbonyl , etc.; 
R2, R3 = H, halogen; R4 = alkyl sulfonyloxy, (un) substituted 
alkyl thiocarbonylamino, (un) substituted ureido, carbamato, etc.; A, B = 
independently selected from H, alkyl, C02Et, halogen; and salts or 
solvates thereof] were prepared as antibacterial agents. For example, 
reaction of (S) -N- [3- [4- (4-cyanomethylidenepiperidin-l-yl) -3-f luorophenyl] 
2 -oxooxazolidin-5-ylmethyl] amine with carbon disulfide (69%), followed by 
addition of sodium methoxide, gave II in 77% yield. II showed 1.56-6.25 
ug/mL (MIC) against linezolid resistant strains, such as S. aureus 
MRSA-32, S. pneumoniae SPN744 and E. faecium 367, 0.2 ug/mL (MIC) 
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against linezolid sensitive strains, such as S. aureus MRSA-32 and S. 
pneumoniae 49619, 1.56 (MPC) for the treatment of E . faecalis 416 
infection, and etc. 3D quant, structure activity relationship (3D-QSAR) 
showed that the steric contributions • of I are over one and half times more 
than the electrostatic contributions, compared to literature compds. 
Thus, I and their pharmaceutical compds. targeting multiple 
ribonucleoprotein sites are useful as antimicrobial agents for treating 
bacterial infections. 
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RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN ■ (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of cyanomethylenepiperidinophenyl oxazolidinones targeting 
multiple RNA sites as antibacterial agents) 
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648920-32-5P 648920-33-6P 648920-34-7P 
648920-35-8P 648920-36-9P 648920-37-0P 
648920-38-1P 648920-39-2P 648920-40-5P 

648 92 0-41-6P 648 92 0-43 -8P 64 892 0 -44 -9P 64892 0-45 -OP 

648920- 46-1P 648921-12-4P 648921-13-5P 

648921- 40-8P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of cyanomethylenepiperidinophenyl oxazolidinones targeting 
multiple RNA sites as antibacterial agents) 
IT 56-41-7, L-Alanine, reactions 56-45-1, L-Serine, reactions 71-00-1, 

L-Histidine, reactions 79-03-8, Propionyl chloride 105-56-6 107-91-5 
108-00-9 108-23-6, Isopropyl chlorof ormate 109-77-3, Propanedinitrile 
140-29-4, Phenylacetonitrile 147-85-3, L-Proline, reactions 350-46-9, 
4-Fluoronitrobeinzene 372-09-8, 2 -Cyanoacetic acid 501-53-1, Benzyl 
chloroformate 543-27-1, Isobutyl chlorof ormate 623-47-2, Ethyl 
propiolate 658-99-1, 3,4 -Dif luorophenylacetonitrile 2537-48-6, 
Diethylcyanomethyl phosphonate 2739-97-1, Pyridin-2 -ylacetonitrile 
3282-30-2, Pivaloyl chloride 4629-78-1, 3 -Methyl-4 -piperidinone 
hydrochloride 5219-61-4 5777-20-8, 3 -Hydroxy isoxazole 6542-60-5, 
Cyclopropylacetonitrile 7065-46-5, 3 , 3 -Dimethylbutyryl chloride 
14227-95-3 15029-32-0 15029-37-5 15029-38-6 20893-30-5, 
2-Thiopheneacetonitrile 25881-86-1 2 9668-61-9, Diethyl 
(1-cyanoethyl) phosphonate 30764-67-1 34491-76-4 34491-78-6 
34491-79-7 35120-10-6, Methylthioacetonitrile 41979-39-9, 4-Piperidone 
hydrochloride 60456-26-0, (R) -Glycidyl butyrate 81606-79-3, 
lH-l,2,4-Triazole-l-acetonitrile 82949-05-1 98873-55-3, 
1-Imidazolylacetoriitrile 101010-74 -6 , 2 -Thiazoleacetonitrile 
268209-11-6 334993-98-5 439097-58-2 648909-87-9 

648921-22-6 648921-23-7 648921-24-8 648921-25-9 648921-26-0 

648921-27-1 648921-28-2 648921-29-3 648921-30-6 

648921-31-7 648921-32-8 648921-33-9 

648921-34-0 648921-35-1 648921-36-2 

648921-37-3 648921-38-4 648921-39-5 

RL: RCT (Reactant) ; RACT (React ant or reagent) 

(preparation of cyanomethylenepiperidinophenyl oxazolidinones targeting 
multiple RNA sites as antibacterial agents) 
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RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of cyanomethylenepiperidinophenyl oxazolidinones targeting 
multiple RNA sites as antibacterial agents) 
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AB Title compds. 3>A [wherein Rl = H, (un) substituted alkyl, C02H, CN; 

R2, R3 = H, F; ,R4 = (un) substituted alkyl, alkoxy; D = H, alkyl, F; A = 



10/616, 888 



absent or a complex forming agent, organic base, amino acid] were prepared as 
antimicrobial agents. For example, reduction of N- [ [ (S) -3 - [4 - (4 - 
cyanomethylidenepiperidin-l-yl) -3 -f luorophenyl] -2 -oxooxazolidin-5- 
yl] methyl] acetamide with 10% Pd/C afforded II in 89% yield. II showed 
1.0-2.0 jag/mL (MIC) against S. aureus MRSA-32, E. faecalis ATCC 29212 
and S. pneumoniae ATCC 4 9619, good pharmacokinetic values, such as a 
higher 12 -h blood level and a longer half -life than the control, and no 
toxicity. Thus, I and their pharmaceutical compds. have an improved 
pharmacokinetic profile and no toxicity in use as antimicrobial agents for 
preventing and treating bacterial infections in once-a-day doses. 
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AB A series of substituted methylenepiperidinyl and methylenepyrrolidinyl 
oxazolidinones I (Rl = H, Me, CN; R2 = CN, C02Et, COMe, CHO, etc.) have 
been prepared and evaluated for antibacterial activity against several 
gram-pos. strains, including the resistant strains of Staphylococcus and 
Enterococcus, such as MRSA, CRSA, MSSA and VRE. Some of them showed 
comparable or superior in vitro activities (MIC) to vancomycin. 
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